Experimental section
Screening the different palladium catalysts and ligands 
General procedure for the synthesis of products 3a-u:
To a solution of 4-methylquinazoline (0.3 mmol) in toluene (3 mL) was added Pd(PPh 3 ) 4 (0.1 equiv), BINAP (0.1 equiv), Cs 2 CO 3 (2.0 equiv) and aryl halide or triflate (2.0 equiv), the S3 reaction vessel was placed in a preheated oil bath at 100 °C in air. After stirring for 24 h, the reaction mixture was cooled to room temperature, quenched by water (10 mL) and extracted by ethyl acetate (3×10 mL). The organic phase was then washed with brine, dried over anhydrous Na 2 SO 4 and concentrated in vacuo. The residue was then purified by chromatography on silica gel with a eluent of petroleum ether and ethyl acetate. Products were characterized by Mp, 1 H-, 13 C-NMR and HRMS (ESI).
General procedure for the synthesis of 4-methylquinazolines 1a-e:
To a solution of 2-aminoacetophenone (20 mmol) and triethlyamine (3. To a mixture of 2-aminoacetophenone (20 mmol) and ZnO (0.8 g, 0.5 equiv) in toluene (50 mL) was added HCO 2 H (23 mL, 600 mmol) dropwise. The reaction mixture was heated in an oil bath at 80 °C and stirred for 7h. Upon finished the reaction, the mixture was treated to obtain amide which was further reacted with 25% ammonia water to give a residue as described in ( 
4-methyl-2-propylquinazoline (1c

2-cyclohexyl-4-methylquinazoline (1e
Product characterizations (2-methylquinazolin-4-yl)(4-nitrophenyl)methanone (3a
(4-chlorophenyl)(2-methylquinazolin-4-yl)methanone (3g
(2-methylquinazolin-4-yl)(4-(trifluoromethyl)phenyl)methanone (3i
4-(2-methylquinazoline-4-carbonyl)benzonitrile (3j
4-(2-methylquinazoline-4-carbonyl)benzaldehyde (3k
1-ethyl-1H-indol-5-yl)(2-methylquinazolin-4-yl)methanone (3o
